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Solid-phase synthesis
• The difficult peptide sequence of acyl carrier protein (65-74) has been made on
Merrifield resin and JandaJelTM, and it has been shown that the latter solid support,
despite having a higher loading, had less of the des-Val65 contaminant (Moss et al.,
Tetrahedron Lett., 2002, 43(1), 37-40).
• Cyclopentadienes have been prepared on both Merrifield and PEG-based solid
support using nickelocene as a source of cyclopentadiene (Leadbeater,
Tetrahedron Lett., 2002, 43(4), 691-693).
• Pentafluoronitrobenzene has been used as a scaffold for the preparation of 2,4,6-
trisubstituted-3,5-difluoronitrobenzene libraries via the nucleophilic substitution of
fluoride with primary or secondary amines (Holland et al., Tetrahedron Lett.,
2002, 43(4), 719-721).
• Hantzsch-type heterocyclisations on Wang solid support have been used to
generate 4-aryl substituted 5-carboxy-6-methyl-3,4-dihydropyridone analogues
(Rodriguez et al., Tetrahedron Lett., 2002, 43(3), 439-441).
• Three peptide-oligonucleotide phosphorothioate hybrids have been prepared on
solid support from Fmoc-protected amino acids (Antopolsky et al., Tetrahedron
Lett., 2002, 43(3), 527-530).
• An efficient approach to the solid-phase synthesis of trisubstituted
dihydroimidazolyl dihydroquinoxalin-2(1H)-ones has been described commencing
with a resin-bound amino acid amide. This method can be extended to the
production of ‘libraries from libraries’ (Acharya et al., Tetrahedron, 2002, 58(2),
221-225).
• A solid phase supported five-component, palladium-catalysed, tandem cyclisation-
anion capture process has been used to create three libraries of compounds in
which up to four new bonds and five stereocentres have been created (Grigg et al.,
Tetrahedron, 2001, 57(52), 10335-10345).
Solution-phase synthesis
• An improved method for the microwave-assisted synthesis of 2-aminoquinolines in
solution has been described, using solid-phase extraction techniques to increase the
purity of products (Wilson et al., Tetrahedron Lett., 2002, 43(4), 581-583).
• A method for the one-pot, three-component synthesis of 2-substituted azoles,
including imidazoles, thiazoles, benzimidazoles and triazoles, suitable for parallel
chemistry has been developed (Deng and Hlasta, Tetrahedron Lett., 2002, 43(2),
189-192).
Library applications
• A library of kinase inhibitors have been prepared from the reaction of the
immobilised dianion of an indolo[2,3-a]carbazole (Tripathy et al., Tetrahedron
Lett., 2002, 43(2), 217-220).
• An array of 12 new saphenamycin analogues have been synthesised on solid
support, and following purification and characterisation, screened for antimicrobial
activity against Bacillus subtilis and Proteus mirabilis (Laursen et al., Bioorg.
Med. Chem. Lett., 2002, 12(2), 171-175).
• A focused combinatorial library of biphenyl derivatives has been prepared on solid-
support and screened for vitronectin receptor (αvβ3) antagonism leading to the
identification of compounds with subnanomolar activity (Urbahns et al., Bioorg.
Med. Chem. Lett., 2002, 12(2), 205-208).
